(i9)0*a#fFJt (jp) 



(12) & m n & $g (a) 



&M¥7- 228573 

(43)&SJB ¥$7^(1995) 8 £29 B 



(51) IntCL 




F I 




C 0 7 D 239/94 








a /■> -1 T^" O 1 /t~f\T~ 

A 6 1 K 31/505 


AAB 








AAN 








AED 






C 0 7 D 239/70 














tRW3< ^3<JSO®Cl FD (S 9 H) 


(21)tiM#^ 


#S§¥6 - 43076 


(71)ffiggA 


000002912 










(22)tHEIB 


6 ^(1994) 2 £16 0 




*EJ&*Er&«t"*Ei«»r 2 Ti 6 # 8 ^ 
















*K#n>tBa*'f , i'^ > #2Tl 1SC9-413 
























*A»fewiRHiprr«m#3Ta 8#n^ 






(72)|gBJ# 


mm #bs 








*WR=fflrfi*±drJx4TB 7*Jfi©17 






(74)ft31A 





(54) mwv&m 2-7i^?a7M/K'Jsy>sift 



(57) Dm] 



R 1 

i 




tt2Xtt3£j£Bi|cU ntt3, 4, 5, 6Xtt7S«ft 
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(2) 

1 

m&mii TsB^i-c*sn5 2-7x-;i/->^n 
Hbi] 

i 




10 



*;k*. mm 7MJH, 

xn#smbv<\zmmyx.-)v mm.) 7ji*)i&% 

itrtU R 2 RZfR 3 te|W|-Xt4g&oT. tK*MT> 

R 4 f»*Sf XHfii7^tMSl« L, 20 
mf42X{43 £;g*U n[43, 4, 5, 6Xli7^I 

[OOOl] 

ts j \l u 3 v >nmfcizm?z. 

[0 0 0 2] 

[«£*©&«] *H#ffF 3, 322, 75m&m&tf 3,346,4 
52-^£;£8tCf4, 2- (4-9aayx.=.)V) -4-N- 30 

(2-N, N-vX^JI/73/X^;P) 757-5, 
6, 7, 8 -rh7t KD+t'/'JX 4-N- (2- 
N, N-y^f;i/75 7X^l/) 7S;-2-7i=;i/ 
-5, 6, 7, 8-T-h9fcFni^:f-V'iJ>^<£>5, 6 

- «r;k* > tr u s v >§§3»##t«*^ffl s#t s 

[0 0 0 3] 

tC^O#^BJtgtt^*S.Si^DT^< [Bleich, A. 5> : 
Schizophr. Bull., 14 (2), 297-315 (1988)#^ . ir 

[0004] *^h^#6«, -trah->s 2 &mmzM 

i£ »ALfc 2 - 7i - D 7M 7 f 'J 3 y >R 50 



#IS¥7-2 2 8 5 7 3 

2 

mfc&z.<DBmiz<s&Tz>z.£&M,tii\s, *m\*%m 

[0 0 0 5] 

(I) Testis 2 -:7xXJ^->^?□y;^;*7/• (f'JSy 
[0 0 0 6] 

[ft: 2] 

«?H2>n l| I R* (I) 

[0 0 0 7] CsW, R 1 ft»T^*;i/ 
yi?u7^+M tHnt-> (ffi®) 7;i/+;i/ 
*. y^D7W^ ({&») 7MJ«. #Sm*>b< 

m.) Tji^iim^Mmis, r 2 «ffi-x«g& 
•ox. /\py>S T , {gMT^+^Xteffi 

i7;^ + y«£Mb 1 R" «*^TX««»TJV 
3Ml/J££;f#U mt4 2X(4 3£;ti*U nt43, 4, 

5, 6 X(4 7 Sr^-T 3 

[0 0 0 8] 3* (i) T^sns-fb^-ticDa^WicfF 

§$n^K#jp^s=tLT«, mmm. nib* 
[0009] (i) ic^ViTR 4 «»e»7;i'^ao 

6, R , R 2 R?>*R S ©a«tC«tt)Tf4^^*M^ : 

in sc (i) ©fls-& 
[ooio] 2fcw«»fc*tt*ffl»*ei[Tt«wr*. 

[0011] i&M7)V*)l&, !BM7)V*)VmftRtflg. 
»T^a^->S(4M*HT»:l~6©fe©^*L, It 
ilttxt4^tt^i«©^t ! n-e ! bj;v^ r&m7)l*)l 
Sj ©^#:^JiLT(4, ^?;K x^;k ^utf;K -f 

*)JU|6Jf6n*. r->?n7^;Hj ©ftffWibr 
(4, >-i?n:/ofc:;k ->^d^;p, v-^D^o^Jk 
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(3) 

3 

is2us\*z/)i, S/^nA^;K i/lttijrzt^n&ifi 

«*irf » 2-6 <D7)v*)im<D i tt«na>«*KT*i 
fcHD*^ST«mstt&fc©***u 2- 

***U W £ ^y^D^DW ^;k v^P*\ 

^i^ypWk 2 - v^n^>^;l/X^;K 3 -v^n 
^D#*5/, ^h^X >fy^h+yWW^n5o 

Tt^ ^^;i/T^y, y^fji/7^y, x^-jht^a 
[0012] r#g^feb<^M»7x-jVSj fctt, 

AD^X ®M7)V*)V, ®M7)V^3ris, 7^. A ± 

S£««cU I^tbTlt 7i-JK 2-, 3-t> 
Ktt4-7WD7x-;k 2, 4-, 2, 
<fS3, 4-^7jWD7x'jk 2-, 
4-^DD7x^JK 2-, 3-feL<«4-7'n ; E7 
x-JK 2-, 3-fel<IJ4-^f;k7xXJk 2 

3- ! bL<«4-^h^y7x-;k 2-, 3 - fe 
b<«4-7$;7xXJk 2-, 3-feL<«4-y 
W5/7xXJk 2-, 3 -&L<te4-y^?;P 
75/7x-Jk 2-, 3-t>L<^4--hD^oi- 
;k 2-, 3-%ls<\$4->'7/yx.~)V§'t)m\ft> 30 

nz>o t#wm*>L<uwmy*~)i mm 7)v*)v 

ft, ^>v;k 2-. 3 - <bh<\t4-yji*u^>i? 
;k 2, 4-, 2, 6-t>b<»3, 4-y7;>tn^ 

>>>Jk 2-, 3 -feb<^4-^DD^>y ; Jk 2 

3-feU<S4-^D^yyjk 2-, 3-^U 
<tt4-^g=-J^>i?Jk 2-, 3-feU<t^4-^h 
3r>-^>y?;k 2-, 3-feL<«4-757^>y 

;k 2-, 3-^L<«4-^^7^;<>y;k 2 4? 

3-!>L<^4-y/5 1 ;l/7^/^>yik 2-, 

3- 6KB4--hn^>y^ 2-, 3-feU<f4 

4- >77^>^k 2- (4-7MD7X-JW X 

^;k 2- (2, 4-^7Wn7xx;V) x^;k 2 

- (3 -^UU7x^) X3Vk 2- (4-XhD7 

x x;w x^jk 2- (4-7^;7x^) x^;k 

2- (4-^W^/7x^) X3\>k 2- (3 
-y7/7xXW X9Mk 3- (2-^h + y7xr 

[0013] *«wofc#«cD5*-e , <aTiia:t>(Z)tt, st 50 



#ffl¥7~2 2 8 5 7 3 

4 

(I) EC^^TR 9 &r/R 3 XttSftoT*** 

[0014] *wmit^m<D?%x*i£t>\zwmt£is<D 

}*. TIBS; (I ' ) T«Sft5fc^Ktt*0«*W 
[0 0 15] 

[ft: 3] 



CD 

N 




[0 0 16] R^tt***^ X5 1 

JUXB 2 - b F D+yXf jl/S^f R 2 '^7]c^ 
HfX^7 7*JS^l»l, n' 

wts, ) 

[0 0 17] Bfc#*ftffr&4&B, 5t (I ' ) fCfe^T 
R 1 ' #**K^Xtt;*3Vl<a£-e* 0 , R 2 ' W4fi07y 
*JR^T!*D, n'#4XH5Tf*5ft&*XW*0« 

[0 0 18] #Kff*ttfc-fr««>*#«fcUTri, 

[0 0 19] 2- (4-7RD7xXW -4- (4 
-/^JP- 1 -hf^^vx;W -6, 7, 8, 9 - 7 - h 
7tFn-5H-y^DA^lfU^yX 

[0 0 2 0] 2- (4-7WP7xXW -4- (1 

-fc^9>>— ;W - 6, 7, 8, 9-fh7tFn-5 
H - U<\~f$ tfU^v >&tf 
[0 0 2 1] 2- (4-7WD7XXJW -4- (4 
-^Jp- 1 -hX7yXJW -5, 6, 7, 8 -:r h 
7tFn^/U> fl 

[0 0 2 2] *»9lt**n*ft^*OJMWIiUT, 

[0 0 2 3] 2- (4-7WD7XXJW -4- (4 
-ynK^-l-t:^^) -6, 7, 8, 9-^ 
h7tFD-5H-y^DA^t°iJ5^X 4- (4 

-y^n^v;!/- l - tf^^xjW - 2- (4-7 
WD7xXJW -6, 7, 8, 9-fh7tFU-5 
H-^P^^tfU 4- (4-y^DA^> 

)V*^)V- 1 - b!^5^— ;W - 2- (4-7WU7 
xXW - 6, 7, 8, 9-rF7tFn-5H-y^ 

[0 0 2 4] 2- (2, 4-y7MH7xXiW -4 
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(4-^5^- 1 -\£Uz?~)V) -6, 7, 8, 9 
-fh7tFD-5H-y^P^t°U^yX 2- 
(2, 4->?7WD7i-;M -4- (i-tr^^^ 
n;W -6, 7, 8, 9-rh7t:HD-5H-y^D 
A^HU^yX 2- (2, 6-i?7WD7x= 
;W -4- (4-^^- 1 -H^7^JW -6, 

7, 8, 9-fh7bHD-5H-y^DA^t:iJ^ 

2- (2, 6-y7Jl/tn7xZJI/) -4- (1 
-if^7y^Jl/) -6, 7, 8, 9-fh7tFn-5 
H-->^PA.^tfU^^>, 10 
[0 0 2 5] 2- (4-^OD7xZJW -4- (4- 
1 -h Q ^^v^;V) -6, 7, 8, 
hFD-5H-y^DA^b°U^yX 2- (4-# 
QD7x-« -4- (i-t^^>*-;w -6, 7, 

8, 9-fb7kFD-5H-y^DA^I:U^'7 
X 2- (4-^h^y7x'Jl/) -4- (4-^^)1 
-1 - HUV—M -6, 7, 8, 9-rh7hFD 
- 5H-^nA^i;U5^ 2- U-th^S 
7x-;W -4- (1 -t:^7y-;W -6, 7, 8, 

9 -fh7tFD-5H-y^DA^t:U^yX 20 
[0 0 2 6] 2- (4-7*tn7x^;W -4- (4 

1 -*^Etf^^i?-;w -6, 7, 8, 9- 
Th7bFP-5H-y^DA^H'J^/X 2- 
(4-7MD7x^J0 -4- (l-^If/^^v 5 - 
;W -6, 7, 8, 9-fh7hFn-5H-y^nA 

[0 0 2 7] 4- (4 ->*DA*'>*- 1 -lf^7y 
x;W -2- (4-7;y^o^x-;k) -5, 6, 7, 
8-fh7tFD^/Uy, 2- (2, 4-^7^ 

P7x-;w -4- i ;w 30 

-5, 6, 7, 8-fh7kFn^/UX 2- (4 
-^h^y7x-jW -4- (1 -VUp-)V) - 
5, 6, 7, 8-fh7tFn+t^UX 2- (4- 
7WD7x^JH -4- (4-*9\>P- 1 -*^Btf^ 
?i?~)V) -5, 6, 7, 8-rb7bFP^/U 
>> 

[0 0 2 8] 2- (4-7MP7X-JW 
;i/-4- {4-*^)V- l-\ZUz?~M -5, 6, 
7, 8-rh7t:Hn*f!/ , J>fttf2- 
P7x-JV) -8-^^;y-4- (l-t£^5^XJW ^ 
-5, 6, 7, 8-rh7tHU*WJ>. 

[0 0 2 9] *«K©ft'&«f4«AtfaTO^ttfc<fcO 

[0 0 3 0] MS (a) 

(I) ofc^ttTtet (ID 
[0 0 3 1] 
[ft 4] 



#ffl¥7- 2 2 8 5 7 3 

(5 




(«) 



[0 0 3 2] XJ4K(ilR^XttKfl**«Wc 
U R 2 » R 3 > R 4 &tfntttt»KHDt>CDe*Wc"r 

) r^nzik-ermtymiz am 

[0 0 3 3] 
[ft 5] 

/ — \ 

H-N N-R 1 (III) 
(CH 2 ) m 

[0 0 3 4] G*+, R 1 RffmfcaWtWCftOfti 

[0 0 3 5] jC<II)K*^TXT?«Sn*IHIIIi(TXtt 
Ktt££tt« K«*#Tfc*(III)©flS'&«f©NH«» 

jfr-JI/sMrv'S, h'J7MP^^>XW-M^ry 
0i 5 7i h U A 7 ^ ^ >x;^M^yS, ^> 

CD ± 5 ft 7 U ")U^ajM^yM*ff^n§ 0 
[0 0 3 6] SC(II)Tf*an*ft'&*4:iC(III) 

[0 0 3 7] tStttf^ttMiiLTK* WI/XX 

^^7^^©J;^x-Tm x^y-;K -rv^n 
1rhXhU;K N, N-y^fWM7aF, i?*^ 

ViStStt, a^ft^hU^A, 3*ft#»J*A©«k5 
ttr** U ^13 ^fttr£SsSnT3 - 1 K <£ 0 S«I4PI 
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(5) #H8¥7-2 2 8 5 7 3 

7 8 
[0 0 3 8] JKSffr&tKHI) ttiftJRSnT^S*, & *£ifi~C&2>o 

i) ftiAarreft; 6 Tssn^jsc* o tew* - * 




(IV) (V) 




XS4 




[0 0 4 0] (;£*> Y«ifiififX}«iIf^tft 
U R 2 > R 3 , R 4 , XJfcWnttKfWfcWUfeOS* 

*r^o ) 

[0 0 4 1] Iglil Ambelang, J. C. ^Johnson, 
T. B. (Djj& 0. Am. Chem. Soc. , 61, 632 (1939)) X 

(iv) ©fc^ft taicf t$/7>K* u t s 
x><D±5ft:3S*JfeRflrfc*IB*, 40-150 t;TKJS£ 40 
ii;5£<hi;:J;03£ (V) 

a*, sc (iv) ©ft^«ttrp»anTv^^ 

[0 0 4 2] Xg2ll Huenig, S. iEuebner, K. 
fcfc [Chem. Ber., 95, 937 (1962)] XU^ntzmCtt 

fttcfc0ff5sit«s-e*So hps, a; (v) ©ft'&ft^ 
Si (vi) 0ft^«tft?nn#;PAC!)±i5ftADy>fl: 
ftfls****. fcftTfcEJfc^lir&ak .tie 

<fci9ff^n^ 0 a*, a (vi) flsHfc-&*ttmjRanT^ 



[0 0 4 3] Ig3^tfl64it Carney, R. W. J. % 
CJ. Org. Chem., 29, 2887(1964) ] XttEftfc 

*PUfc*ffifr±r)tf5c:t*«T*So fiPts, St (vii)co 
[0 0 4 4] XS4fc*tt*SC (VIII) 0>ffr&tt*>SSC 

* p * * > x ymwmm^m v>«r * £ t K ± 

[0 0 4 5] fife (b) — 

(I) (fiU ^JR^S^BSkfeU 
<«i*7x-;«Ta&^^§^<) ttT8BS (ix) 

[0 0 4 6] 
[ft 7] 
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(6) 



#B8¥7- 2 2 8 5 7 3 



10 



H 

i 



(CHj), 



f j?H 2 ) m 
N 



(IX) 



9? 



[0 0 4 7] (5£(p, R : 
(X) 

[0 0 4 8] 
[ft 8] 

R 11 — Z (X) 

[0 0 4 9] (5£*, Z\tT)V3— )V<DRfe&X.7.7-)l> 

aysft**u R 11 «**JiTRr>^gm ; feL<«g«i 
[0050] ±shsc (x) fcis^TZ-m^nsy^n 

[0 0 5 1] j£ (IX) T^^tlSft-e-ftt* (X) TiS 
n, LTtt, "<>if>, 4^>!/>©<fc3 

)k N, N-^^fWW75PWf5tl5. *S 

ltk, ±mmm (a) r»^;fcjwMi*-£©**¥tf 

5it#tt5. HJ&MitteMSt 30 -150 

[0052] s (ix) -emntiz>it&<®iu±mmm 

(a) tCi0#SJlt*iT#5. (X) 

fete* DfgPMfcWSf* 21 itfiT?**. 

[0 0 5 3] R 1 /&tT3/7xX;l/S3t«T3y 

7irjl- (ffiiK) 7JW+;VSTaf5-5S (I) ©ft£ 
tt, ±I3«S (a) XB (b) (Ci^^enSR 1 

-pafe-asS; (i) ©ft^%£*ffii;: <fc OStcTs 

[0 0 5 4] Mffi£tSfcCJ:9#6n5£f£!K>«, #a 

*»»?-*> cttfTr**. * (i) (Dit&mz. mmz% 
•o x&mvm tmmtz z. t tc ± o mmumm\zm< z. 

[0 0 5 5] 



10 



20 



30 



m 40 



*e>tc, JKT(c*^BJ©«*Wft-&%»'fea hx>s 2 g 

[0 0 5 6] tffitMl — -fen h=->S2 g##*S-&f£ 

m (in vitroHr^— ;M>x-f >^Tyfe-f ) 

Leysen, J. E. 6 (Mol. Pharmacol., 21, 301(1982) 
#M0 -fenhx>s 2 3«tttl£ttft 

[0 0 5 7] hKiDSSfiLfea 

[ 3 H] 3r*>-fe»J>£ffl^fc. 

[0 0 5 8] §®#«#£-£ft-6n©;&lJ!iJ#>F<£-& 

K) £ffl^T7^;U£-±fc#[8IL&„ 7^;i/^-±© 
^Wffitt a >%V>9- \z ±0 SIS 

[0059] til&fc-&#r#&BI U # > K ©& £ 

[0 0 6 0] 

[*1] 







I C B0 (nM) 


2* 


24. 1 


6 


7. 5 


7 


2 3.2 



50 



[0 0 6 1] 5$ (I) ©fc£ttR^0«»*l»fcflr* 

•zn&mm oar, t*mw{t&m\ tmtzztib 
tt. -kPhx>s 3 3##fc*fLTav>SKffrii 

[0 0 6 2] *»9!©fc£*®ft-£ftg&fcL'Ttt, MP 

#«aS#fe5^tSiiiiF*j^©^-fn-rt>j;^ 

0 5-5 0mg/kg/Bs *f*L<«0. 05~5mg/kg 
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11 

[0063] *»w©fc£4«a«k tmjmfctmtt 
txhux an. * 9 tr^mr 

X, iJ^+y^f MJl/D-Xt b "J ^A, tpn+ 
y^o h!;i/^>7 p X ^W^S^^^MH^n— X*^ 

h°;^^;^;i/D-x, tfytfxjPKny *uk 
n;^T;Vrr-;K mRMMr-IWl* Xf7U>im 

[0 0 6 4] ii^ttft «ak Sfi 
*#J«iJl:*oTlt 

[0 0 6 5] 30 

*#Sr*L VX-XA^Mk IRX^hik NMR 
[0 0 6 6] »#»J1 

4-7Mn^>^My^y7^h©lil : 
[0 0 6 7] ^4-^;^n^>y-r;i/50 g, 
7>R#U^A33.7 gfttf*aRh;Px>80 ml coffin 

»52. 6 g*»fc. 9 3 ^ / 3 mmHg 
[0 0 6 8] »#ffi]2 

2- (A-y)V3ruy^-M -5, 6, 7, 8, 9, 
10, -A^tPD-4H-y^Dt^3' Ce] - 
1, 3-**U-^>-4-g t *>©«B: 
[0 0 6 9] 4-^;^p^>^;wv?^-^T^- 
h37.1g £^DD^A60 ml fc}g#U HtUC 1 — 
;i/*U7y^Pt^f>20 gO^nn^;i/A20 ml 



#B8¥7- 2 2 8 5 7 3 
S6fc2l«B»iJI!«i«bfc- 

j|g»bTB»«flOg 1 0 4- 1 0 5<C 

[0 0 7 0] »%W3Rtf4 

otr, ##«3TOi -wj;y^DA^f>^ 

##M4TKl- ; EMUyy^P^t>^ffl^ * 
[0 0 7 1] 3 ) 

2- (4-7JWD7X-JW -4, 5, 6, 7, 8, 
9-^U-hPny?DA^ [e] -1, 3-^lJ* 

v>-4-^> : m& 1 3 9-1 4 or 

[0 0 7 2] ( »^W4 ) 

2- (4-7Mn7x-;W -5, 6, 7, 8-rb 
7tHn-4H-l, 3 -^>V^iJ-v>-4-^ 
> : m& 149-15HC 
[0 0 7 3] »#ffJ5 

2- (4-7WP7X-JW -5, 6, 7, 8, 9, 
1 (3H) -S^nrt^tfU^ 

[0 0 7 4] 2- (4-7Wn7x^JW -5, 6, 
7, 8, 9, 10-AWtFD-4H-y^D^5 ? 
Ce) -1, 3-^it^>-4-^>10 gtx^y 

u as»sx#y-;^6SiiLTi»*9.2 g£ 

fffeo 189~192t 
[0 0 7 5] ##W6Rtf 7 — 
##W5fc45W"S2- (4-7WD7xZ;W -5, 
6, 7, 8, 9, 1 0-AWbFD-4H-y^Dt 
^ Ce] -1, 3-^^v>-4-^>c^«^D 
fc. ##0S6T?tt2- (4-7**D7x^;M -4, 
5, 6 } 7, 8, 9-AWhFD^DA^ [e] 
-1, 3-ttW>-4-tt>&* #*M7TB2 
- (4-^;i/^D^x^;V) -5, 6, 7, 8-rb7 
hFn-4H-l 3 3 -^>7^^^>-4-^^> 

[0 0 7 6] ( ##ffJ6 ) 

2- (4-7WD7X-JW -3, 5, 6, 7, 8, 

9 Fn-4H- v^D-^^tf U 4 

: 1 9 0-1 9 21C 

[0077] mmm 7 ) — 

2- (4-7;WD7x^;W -5, 6, 7, S-^b 
7tFn-4 (3H) -*^yu 19 
8-2 o it: 
[0 0 7 8] »#ffiJ8 
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(8) 

13 

4-#nn-2- (4-7Wn7i-;w -5, 6, 
7, 8, 9, l 0 -A^u-t Fn^n^^tfU^ v 

[0 0 7 9] 2- (4-7WD7x^;W -5, 6, 

7, 8, 9, 1 0 -A^ith FU-4 (3H) 
^^HU^>>>^:*>9.2 g i**5/*ftU>28 ml 

5^siT@wfc4 g %mc Q m& 10 4-10 
sx: 

[0 0 8 0] ##«9Stfl 0 

6, 7, 8, 9, (3H) 

2- (4-7WD7x-J» -3, 5, 6, 7, 8, 
9 -A^itt Hn-4H-^^n^lf^^>-4 

;W -5, 6, 7, 8-fh7t:HD-4 (3H) a? 

[0 0 8 1] ( ##W9 ) 

4-^DD-2- (4-7Wn7x-;M -6, 7, 

8, 9 h^t FD-5H-v^ D^\y^ tf U ^ V 
>:Bt^C 8 2-8 3<C 

[0 0 8 2] 1 0 ) 

4-^DD-2- (4-7WD7X-A) -5, 6, 

7, 8-^h^t:Fn^^U>:H^ 9 6-9 7<C 30 

[0 0 8 3] mmmi — 

2- (4-7W07xZ;M -4- (l-h^7y^ 
;W -5, 6, 7, 8, 9, 

[0 0 8 4] 4-^nn-2- (4-7JPt07xZ 
M -5, 6, 7, 8, 9, 1 

^^7^tfU^v>2.5 g , **t!^9> ? >2.2 g fttf>> 
^^X^afc^FS ml<Dig'&»S110 *CT? 1 HfMHrtKk 

1 2 6-1 2 71) 

[0085] mmm^A — 

x;W -5, 6, 7, 8, 9, l 0 -A^itt Fn->£? 



#ffl¥7~2 2 8 5 7 3 

n-2- (4-7JWD7i^W 6, 7, 8, 9 
f h 7 1 F u - 5 H - y ^7 u t° U ^ y 
W3T»4-^DD-2- (4-7WD7x-« - 
5, 6, 7, 8-rh7t:FD^;UX *S£«4T? 
ttJ. Org. Chem., 29, 2887 (1964) fcE«(D;£i£fcfie 
oTSSbfe4-^nn-2-7x-;i/-5, 6, 7, 

8-fh7t:HD^;u>^K ^-n^n^jfiM i 

[0 0 8 6] (gMS2_) 

2- (4-^;^^n^xr:;V) -4- (i-t?A^^- 

;W -6, 7, 8, 9-fb7h:HD-5H-y^DA 
^KU3 5?>:»jft 1 1 3-1 1 5<C (Tirhnb 

[0 0 8 7] gfltfl3. ) 

2- (4-7MD7x-JW -4- (1-bfA^^X 
;W -5, 6, 7, 8-fh5tHD*t!/U>:IW 
14 5-146^ (X5r/-;l*5H»ft) 
[0 0 8 8] GgjggH ) 

2 -7i-Jh 4 - ;W -5, 6, 

7, 8-fh7tFDW7 ,, J>:M 2 5 5-2 6 

[0 0 8 9] j|jjgiJ5 

2- U-y)V^uy^-)V> -4- (4-^^;i/-i 

-K^^^XJW -5, 6, 7, 8, 9, 
hFDy^Dt^^eu^^y^ftl : 

[0 0 9 0] 4-^DD-2- (4-7WD7x- 
M -5, 6, 7, 8, 9, 10-AWhFDy^D 
rt^HU^>2 g iN-^5 t ;Hf^9y>2.1 g co 
fi£*ftll0 rT3B#ffi»^«#Lfe 0 KJfcfi£«fte* 

LTc a 38««ftx^/-^6B»l»LTB»«l-4 g 
ft#ft. MiK 1 3 3-1 3 4"C 
[0 0 9 1] 6 ~ 1 3 

£*2<ztfb£ti£#fco 

[0 0 9 2] 
[ft 9] 




[0 0 9 3] 
[*2] 
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(9) #H8¥7-2 2 8 5 7 3 

15 16 

mmm n r 1 r 2 m& co 



6 


5 


Me 


F 


141 -142 


7 


4 


Me 


F 


144 —145 


8 


4 


CH2CH2OH 


F 


119 -120 


9 


4 


CH 2 Ph 


F 


149 —150 


1 0 


4 


Me 


H 


125 —126 


1 1 


4 


CILCHsOH 


H 


114 -115 


1 2 


4 


CH 2 Ph 


H 


131 -132 


1 3 


4 


Ph 


H 


151 -152 



Me : Ph : 7xZJH 

[0094] mm 14 — 

2- (4-7Wn7x^iM -4- [4- [2- (4 

--bD7i-;W x^;W - 1 - t?^^xji/j - 
5, 6, 7, 8-?h9bHD^i/U>0«t: 
[0 0 9 5] 2- (4-7Mn7x-jV) -4- (1 

-tf^^^n;]/) -5, 6, 7, 8-fh7tFn+f 
yU>2.5 g , ftfcp-xh-P^x^^WS g, mmti 
U ^A3. 3g^r/Tir hx h U;KL00 ml©JS^«*27RflW 

ttLfc. iS*^^U^yM7A^D7h^77Y- 

£#u ^pp*;i/^-^^/-;i/(50:i)co?g*T^m 

ft* m& 1 5 0 - 1 5 3 V 

[0096] mm 1 5 — 

[4- C2 - (4-7^;7xZiW x^;W -l-h° 
s^7-J~)V) - 2- (4-7WD7XZJW -4- 
5, 6, 7, 8 -rh7t Kn^VU>C0«3@ : 

[0 0 9 7] 2- (4-7Wn7x-JM - 4 - [4 

- [2- (4--hD7x-« x^;io 



y-JW -5, 6, 7, 8-rh7tFD^/'J>l. 

3 g, mm miatf 5%/ , ?9^ , >A«*©B-&4»a*# 

g«yU^yM7A^nvh^7^-l:ftU # 

a? nn*;w*-*^/— ;Kioo:i) <Dmm~emtti • 

1 5 7-1 5 91C 
[0 0 9 8] 
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Abstract of JP7228573 

PURPOSE:To obtain a new compound having a strong antagonistic effect on 
serotonin S2 receptor, therefore, effective for negative symptoms of schizophrenia 
and useful as an antipsychotic agent reduced in extrapyramidal side effects and a 
therapeutic agent for anxiety syndrome, depression, etc. CONSTITUTION:A 
compound of formula I [R<1> is H, a lower alky!, phenyl, etc.; R<2> and R<3> are 
eachH, a halogen, a lower alkyl, etc.; R<4> is H or a lower alkyl; (m) is 2 or 3; (n) is 3 
or 7] and its salt, e.g. 2-(4-flurophenyl)-4-94-methyl-1- piperazinyl)-6,7,8,9-tetrahydro- 
5H-cycloheptapyrimidine. This compound is synthesized by reacting a compound of 
formula II (X is an eliminable atom or an eliminable group) with a compound of 
formula III generally at 40 to 200 deg.C under ordinary pressure or applied pressure. 
In addition, the raw material compound of formula II is obtained, e.g. by using a 
compound of formula IV (Y is CI or Br) as the starting raw material. 
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